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(54) imnism tsBm)v/^<*i.^b&mtfr^i>mm 




[if^ll5!C( I) 



(2) 



i^2002-l 61034 
2 




H 




-1/2H2C0^- l/ZCaHsOH 




NH 




(I) 



(3) !^2002-l 61034 

3 4 




Tmi>^ili>l-^^J\^A)W'i^J>,1t^WM&i:^ * [0 00 3] 

[0001] it^(i) i-^^m^.i^iz. i/2m^- 1 

i^<7)mttms-m} ^ma. ffituttftastta /2:iii'y-A'ms ( i -®) i/2x:?y- 

t^»#3c«tt*#ts 1 -yti-fUitffu^<^:^Ait-^^ fvmi ( I -©) wea. -fb^ ( I ) <nm^B. mi 

*6fB. At/. LXSt^iJm. m /Ax-i^y-flr ■ 3/2*ft1?j ( I -®) <o|ga$^5 

fcfiMtcWtS . t fctfE* L/t. :iti^<o!^ffoH. 1 1 - o 7 1 

[0 0 0 2] 2 7 7^ioiistwtcEii$n>t'n:^ (I) ioaagias 

[«*<0tttgl^il¥10-2 04 08 6^atmi8¥ 20 »*i:Jtl2L-C. fit#3c^tt3&^L<i3^3*lt:tJ»). 
1 1-07127 7^^fc«. ( I ) ^fcSfflffilt LTllfflWfc:«i«>TWffl=3:*Sift-Cft 

^ ( I ) ^<7A|gttao;^<5>-f ^^^AlSttat [0004] 

-e^S. L*-L. JfifiTFl l-0712 77^fO||iSPj (1) ^(I) 

tzsM^tuiit^ims^mm^htfcify. [ o o o 5 ] 




[0006] 1 -^i-A'itfUJP^Jt'M.lt-^ » [ 0 0 0 7 1 

(2) iCd-O) ^ 




( I -®) 



-l/SHaCOi,- l/SCaHgOH 



[0008] mh^tLh 1 -^f-;l';jr/l'-''C^*Aft;^ * ( 3 ) ^ (I -©) 
tKOi^S; *50 [000 9] 



(4) 



002-161034 



[■fbsi 




H 



-l/ZCsHsDH 



[00101 X-mh^tlh 1 -J(^JU/l)W^^:^M,{t^ 
(4) ^(I) * 



* [0011] 

[fl:9] 




n 



(I) 



[00121 T**>?ns 1 --?tf-n';er;i'/^*/^ft;^ 



(5) ^(i-O) 



« [00131 
[^101 




■^NHocr^N 

H 

1MC2H^>3/2H20 



(I- 



[00141 1 -;<^y|/;«r/l^>''C'<.:t.i*fl:^ 

(6) (l)7!jS(5)<DV^-f*ij!)>l«fci^$n^ 

[0 0i5l±iBfctJV^T. 'ii^D'ti^^ixhx- 

:^'f-lV1]A')<^'^^J^{a^imW^ 10-204086 
^aimirF 11-07127 7^^fc:lS^$*i/i^ 

^•e*o. ^'7Aise«A»/i,:5^7Aiittaa-cj!K«B! 

[00161^(1) X^^tih 1 
[001 71 -fb^^j ( I ) Ji^H^rtfcfiSttS-CftSSASO 



LTJi, jsigia. m^bKsiaa. wm. 
[ 0 0 1 8 1 fl:-^ ( i ) »i^rtfclHtS-CJ> 



7 

100 19] tt:. it^ ( 1 ) tt:ii^ffy^m±mm 

(I) tixx/^<^m^m^^iihi&iz^^^tii,, 10 

[ 0 0 2 0 1 CKO J: ^ =5rS, ^ftSjk LT 

100 211 ^( 1-0) T^^nS-fc^i. 5^ 
( I ) Tmh^iit 1 -;><-f;W*;w^^*Afli^<01 

/2^ejs • i/2j:is^y-fvmrcS) •? . * (i - 
®) x-mjb^tihit-^i. 3!e ( I ) vmh^tii, i - 

0. 3« ( I -o) vm^^titit^i. 3j: ( I ) -e* 20 

i>S*i& 1 -^^;P;<f;p/^'<:fAfl:^<Di/4x5'y 
[00221 *l8»!H<0tfeaiJ . -f-OrtUflBij&tEiJCTcW 

[00 231 Ht^^*<a*gfi-c*oTfc. isafl:<^ 

[ 0 0 2 4 1 it (I -ffi) T'^^ii* 1 

yyxhn^J^) 08SSfT»^.*i.S»3feX»IiWffc:*iV^ 
ffiSPgd= 6.65, 5.68, 4.86. 4.572WX4.03Jr>' 

SBd =4.57:ty^^X ho-AS^^tr-^'c'^SS-lO 
Ok L^k#OfflS^SiS*f74Ja±oe-:J'-Cfc«.. 
[00251^(1 -®) -C^Sni. 1 
A'^^^f.A'ft^ilUcOlgAli, «OKaa («:gA=1.54:t 40 

ffiSf@d= 10.57. 7.12, 5.34. 5.23. 4.91ftl^4. 

ffiSlid=4.9l3r>^^XhU-A^^tr-^'<OSI 
lOOfc Lfck #Wffi«i§iS*«56Ja±«t-^T* 

[ 0 0 2 6 1 5? ( I) X-mh^tLh 1 
^ft^iRliOlSatt, iB<^Kaa («[«A=1.543ry^' 

HiaPid= 8.07. 5.08. 4.89, 4.44. 4.39&lf4.m 50 



iN^2002-l 61034 

8 

BBSIBd =5.08:t:^^X h Q-A ^^e-^«3&Si& 
100k ltit^eoW!mB^^&LL<r>\^-9Tt>i. 
[ 0 0 2 7 ] ^ (I -®) Tm)$it& 1 
A'^;^A'^fc^<0^ga^4. ^<OKaa («;gA=1.54:t 

ffiraRid= 7.02, 4.90, 4.64, 4.99Xt/4.03:ty 
^^;^ho-At±e-^'^^. CvITiir-^'tt. lip 
ism d =7. aztyiTx h a-A*^e-^ ffM&HO 
Ok Lfek #<^«aiS*%5KLii<Dt-^-C*& . 
[00281 

imfmntmm} ( n Testis i 

;er;W<'^*Aft^tt!^m* 10-20408 6^atf 

11-07127 7^{^mizm:^iii:i:mxii 
[002 91 *|«B<^tSflil4. Mi.Hr. fl:^ ( I ) * 

mmt. ^izfbtxmsL. 'mizf5txMmmi:M 
a. mi^fstxi%m-ri>mLx . it-^ < i ) 

ttzXr^xmi^tLh, 

[00301 t^^nmm. mms'i'TMfi^tzmhL 
tmcomimmii:^ih;itizX':,xi>mibXitm, 
[00311 ( I ) (n^m^^titmi. » 

ZbizX-oX^^-^hZbii'T^h. 

[00321 ( I ) t^ii^co^m±ffm^tii> 
m(omi{:mmoi%^. ( i ) (^mmt?> 

fc«>. a«07b560iC<r)iaST]ROflkdik36«#*L 

[00331 mi^^-th^(^m^b Lxiiom. 
1 ox:ifimtcf>h. 

[00341 it^ ( I ) ti::ii^(7)$m±M^^tit 

u<omii:msti:mbLx\i. mm. o-^^j- 

SKk LTtt. 0ii.Of;|f y V u- h ."KU 

[00351 ( I ) t.tz\i^(rmm.^m^t\.h 
>''^f-;k*;l^AT5H. ^^/-;l/i&*»fSCk*« 

[00361 ( I ) ^/itt-ecoaeutup^sns 



(6 

9 

vx-f ;Px-x^Us r h 7 1 Ha7 7 v^D J: 3 ^:x— r 
/t« : W^i-iV'. BfKx^yKOj: d^xxr/USSr^ 
Jf5C:i:A»-C#S*«. ffatax^^y-iPiittlT-bh 
>"CJ>0, fit»jafc«X:}'y-;l'T*)S. 

(00371 asmsimfl:^ ( i ) amm^^b 

mmttzti>-simThi>cox. it^ ( i ) ^r-ttt^ lo 

[00 38] Tsmammi. mm. it-^ ( i ) 
jssi* 3 07bS6 ox:<DjiiaTKiSWttJg*-caa8L. 

14, te««®[<o*?gj8[t;:x^'y-;i/^fcJ4r-fehy<^i 
[0039] *%Hg<ojga<4. ffjita. fl:^ ( i ) 
izx^xvita-rh. 

[0040] sgfc:«BafcJ4, -fb^ ( I ) ifctt-e*^ 
[0041] Mthimizti. {t-^ ( I -a» <oj£b^b 

t. X:?/-;W5rjDi.T}^»-rsc:i:fcJ:o-C^a5t ; 

( I -®) <^,a«4. -fli^ ( I )<o^(mLii& 
mt. x^'y-;ps-jniTi^»ts mtL<imm. 30 

M«5:lni.S) ^fct;J:oT«rajL ( I ) <^ 

^^i. ( I ) (^mm^rmsu i^m-hZbtz 
J:oT«fajL : -ft:^ ( I -©) toMfiti, -ft:^ 
( I ) <7>*miim6U x^'y-yp^toiTiWJl^S 

[ 0 0 4 2 ] «fai L/t:tefij4. . rjS. mm 
m. tt:timmizx^xsmti>zbifi^^h. m 
Lti^m. imizf^tx. mmmtxmixhx 

[0043] smLi::^&lt. 1 on^5 ot:<^ia 

[0044] Z<DXdizLXnt^ivf::it^(l- 
®). (1-0), (D&tf (I-O)<0*feft*l, H 

fflwtc]R')av^^-tv^s^igB^B-c&'3. rn^i 1- 

071277-^4i«fc:BiiS*lfc'ft:^(I)«0«|£9E 50 



«ffl2002-161034 
1 0 

[0045] ^mcomm. yyA^m. i^vJ>m 
mm/mmmizn tx.-kyr ax^o -^— e-^s 

Miff, HferK-^^a. ^^;^uyi8«afe:r 
m. mm. »mm. $g&m. -fe^^r. xyxo^s' 

o uafcit LX i>m:h^j:m^t:^lt:. 
[00461 *|fflBO«gStl, aS=5riSWfe:JSJ!ILT^ 
^xtzi&4-tt:kZ^. m<onifSmizitKX^\,^M. 

[ 0 0 4 7 1 tfc, ^m^<^^Bii. m&f K-^^a, 
ftoT, *iffiBi^a»4, mm miz. imm) . & 

[00481 *fWBO*Sai4. El!l(#fctii®»l> fct 

tzff^^tih, mm. wmmtfs^^t. mi. it-r 
■k/m. mmi. mm^LKHi^ayrwimizxmn 
mz. mti!mzx*)4mDmiz. xaRWjffl^fci o 

[00491 z.i\.t:><nwm.. mm mm. 

b'Trf A ; r^X h 7 y ; 7-;P7 y : SiSil*^. ^ 
jfi^r/l-S-'^A, ^i'^T;k5y|r7^^;^v'>A 
O J: d ^^iJJSS^l* : 'J yiW;Pi/'^A<D J: ot£')v 

fcf. «5fE<0K»ai| : -fe*5^y : U b':i;l/tay Hy ; 

mm. 9t^9 ; x-fr y y» : xrr y y|fo&;wj^ 

»>i>.. xxryyKv^:t>i">A<oj:a^:X7^TUyK 



(7) 



002-161034 



1 1 



1 2 



m\. mmm {mm x^^y-y^ ^^u-tu 
mw^/^m) . mmmm (si^y Yn^^y. mm 

[00501 mumL^-^MLtzjmt ut«. «t 

sew. ho-^»l. 
^4\zMLti$mi. L-C«. WtHT. ttWW. ^>'4f 



[00511 *fMB<^)tSffitt 1 

lOmg (jffStlU. 50ing) . JiKSOOOmg 
(iSRifcJi. 4 000mg) Sr. 1 :J!iS4 mtcij-f-rcft 

[00521 

10 [uttMi «T. nnM. mm. mm. mmm 

^mix^wR^mzmL<wmth. ^rfc. mm. 

«3- (hy;<f-/Ui^y7P) rpe3j->'»^hy'>A^ 

[ 0 0 5 3 1 i/t. fti?sflB^fciiV^Ti*:<0«£^2:fie 
[00541 PNB : 4--ha'<.>'vyl^PNZ : 4 

20 [00551|gtl{« 

(IR. 5S. 6S)-2-r(2S. 4S)-2- 

r (3s) -3- (2-^r->-vr->r^;PT$y) tf 

y-4-^;t^3M -6- r ( 1 R) -1-th'o^y 
x^;l/1 - 1 -:>(^)U- 1 -ipVf^^y- 2 -XA- 3 
-;ir;l/^>^- l/2^BgS- l/2xj^y-;U 

[00561 

[^blll 




ICO^jj^NHa 



[00 5 71 ( IR. 5S. 6S) -2- [ (2S. 4 

S) -2- [ (3S) -3- [2- [2. 3-b'X (4 

f•;^r 5 y ] eu y v>- 1 — r - 1 - 
^f'/ptoy>''y-4->f;i^f-3r] -6- [ (IR) - 

1 - h Ku^ri^x^;!/] - 1 -j><f-;P- 1 -ij)Vn^y 
- 2 -XA- 3 - ;iryl'4?>'K 4 h o'<.>' j//Pxx 
x;K9. 4g) Oxh7tK77y (23 5bI) -* 
(14 0»l)^t7. 5%>''?^i^''>A-|^ (5 3. 
l%*^^r) (9. 4g) i^irat. 3 5X:Tl»itL^:*« 

4>*^s-2i^siaiK$i«:. mkiirJAL. rs[^x- 

•fyl'-CiJfeittfca. «)gETx-7^;|.i:xh9bHo79 
[3Xtv-;l'7 5C18PREP (^;&7-<-fX^ 



l/ZCgHtOH 

»») ] fcftL. r-fch-hy;p-*ti»astfe. 0fM<o 

'(fc^S:^tfH^^^*^-Ctt5 0-1 ^ -CSEiiJSL, 
x:?/-;l, ( 1 0 Oil ) i: H^'f 7^:ximi. 
40 T»at^. «faitt*gaSrr]R. x:?y-;l.: 

2 : 1. x^'y-zP. x-T/KOUCT^. SaSt. 1$ 

fe*ga<7)SEfl:^ ( 3 . 1 5g) mfn, 

[0 0 581 Hj^S 22&-2331C (^H»> . 
[0 0 591 35p31««fl!U'^^' h/l^ (KBr) »/iiax «-i : 
3331. 2968. 2875. 2791. 1755, 1669. 1637. 1453. 13 
86, 1339, B12, 1283. 1254. 

(400 MHz. DiO) ffppm: 1.13-1. 
24 (4.5H. ■). 1.30 (3H. d. J=6.4 Hz). 1.57-1.72 (1 
H, n), 1.93-2.10 (IH, ■), 2.15-2.35 (IH, ■). 2.Z7, 
^50 2.29 (3H, sX2). 2.68-2.88 (2H. ■). 3.09 (IH. d. 



1 3 

J=10.6 Hz). 3.29-3.73 (7H. ■). 3.75-3.93 (2H. ■). 
4.01 (2H. s). 4.12-4.30 (2H, ■). 4.38-4.50 (IH. 
■). 

TiM^Vi (Ca3lb5N7(kS.ly^Clfe.]/2Cilk0fc LTtf 
M) 

^mm-.C, 49.751: H. 6.64Z: N. 16.5?X: S. 5.423:. 
mm : C. 49.57:: H. 6.86X: N, 16.68Z: S, 5.472. 
mxmSiJ^^-y : ^cOKaS («;gA=1.54^ 

iswf5fes^;<?'>y (CPS) mm.T^u mmii 

minm20ffM-C^-t. ^rtJ, a^cHi^ 2d s* 



(8) ^2002-161034 
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*in0 = nAtfcV^-Cn=lfcLTSaj^-&C:i:*«?# 
[OO6O]||i{S0a|2 

(IR. 5S. 6S)-2-r (2S. 4S)-2- 

r (3s) -3- (2-yT-yvy-b^;pr$y) 

o U y y- 1 ->r - 1 -J>t^A^lf o U y 

y-A-^)V^:^^ -6- r (IR) -l-bKP#y 
X^;W1 - 1 -3t^)V- 1 -;»;P->»-C^>- 2 -xi>- 3 
-ir;P;KyK- l/2xj>y-;P 
10 [0061] 
[<bl2] 




ICOr^N^NHi 



[0062] (IR. 5S. 6S) -2- [ (2S. 4 S$H. ■). 1.93-2.13 (IH. ■), 2.15-2.35 (IH, ■), 2.2?. 



S) -2- [ (3S) -3- [2- [2. 3-h'X (4 
-=.YuKyz^)V^^i^itl)Vif-~)V) yr—l^J^ T-fe 

f-zt-rsy] yixi^)Vy-\-A)\'ii)Vif.—)V^ -i- 
yf-;i'troUyy-4-^;i'f-5r] -6 - [ (IR) - 
1 -b KD^yX^yP] - 1 1 -i])Vi<^^y 

-2-xA-3-*yl/#>'M 4-— ha'<.yi^;l'xx 
r;KlO. OOg) <7)xh^tH77>' (250m 
1) -* ( 1 5 0 m 1 ) JgatC? . 5%K7>'''>A-^ 
*(53. 1%**^) (10. 00g)?&Jni. 35 30 
x:-ca9*L=Jt*«'i.**Sr2i^rai»iR$-frfe. Ji««5-r8« 

r«*x-x;p-ea^L7tft. ^yypy^^yi/t? 

-TraU-C3&»^. *«»5 0m 1 iTJSBEJSIiLt. «S 
fljfc, X^y-;H OOm 1 i&jDi.. ie««[fe:TJ!l«L 

^rK. x^'y-;k:*=2 : 1. x^'y-zK x-r 
9g«IU. iH^.RK^>8gB^^ (3.3 

Og) J^fv:. 

[0 0 6 3] 235-250"C (5)-») , 

[0 0 64] D^SillRX'^.^' Wl' (KBr) t/aax cri: 40 

3405, 3344. 3273, 3207, 2969, 2883, Z?95. 1760. 1 

673, 1644, 1591. 1553, 1452. 1415. 1381. 1370. 134 

1. 1311. 1283. 1255. 

mtSS^X'<.^ YlV (400 WtL, DiO) »ppa: 1.15-1. 
25 (4.5H. ■). 1.30 (3H. d. J=6.4 Hz). 1.57-1.72 (15K 



2.29 (3H. sX2). 2.68-2.88 (2H. ■). 3.08 (IH. d. 
J=10.7 Hz). 3.29-3.73 (7H. n). 3.75-3.93 (2H. ■). 
4.01 (2H. s), 4.16-4.31 (2H. ■). 4.37-4.49 (IH, 

B). 

TiM'H^ (C23H36N706S-V2C2H60i: LTH^) 
tl«fi : C, 51.412: H, 6.832: N, 17.492: S, 5.722. 
^fflfi:C, 51.13!:: H. 6.962: N, 17.172: S. 5.722. 
W^yJmW^^-y : »OKa»(«SA=1.54Jr 

y2r02fc^-r. WF.-mws\f'^9-y(ntLxmt 
mmmii'^yv/^ (CPS) #e-c*t. «i«i»± 

liI*rftJS2(9<ofiT*-r. ^rJ3. ffiHPidttiC 2d s 
in<9 = nAtt*JV^Tn = lf:LT»ajf&ii:*«T§ 

[OO65]||tt0«3 

(IR. 5S. 6S)-2-r(2S. 4S) -2- 

r (3S) -3- (2-rT-yVy-b^;i/r$y) tr 
o 'J yy- 1 -^^\/il^'if>.-^v^ - 1 -.pt^/i^ep u y 

y-A-^)V&it^ -6- r (IR) -l-hKo#y 
x^;H - 1 1 -iii^i'^y- 2 -XA- 3 

-fDVif-ym- l/2xjry-;U 

[00661 

[ftl3] 



1 5 



(9) 



!^2002-161034 
1 6 



H f+ipHa 




I/2C2H5OH 



[00671 (IR. 5S. 6S)-6-[(lR)- 

l-bFP^i'Xf-;l'] -l-^^;P-2- [ (2S, 10 
4S) -l-;<^A^-2- [ (3S) -3- [2- [3 

y] r-fef-ypTsy] eny>'*y-i-'<;p;{r/wd?- 

-xA-3-;&;l'4J>'K 4--ho'<.>i^;Pxxx/l' 
(1 1 2mg)<0xh9bK79y (2. 2ml)-* 
(2. 2ml)MC7. 5%>'N-5i^''>A-^ (5 
3. 1%*^W) (112mg) i&Jni.. 3 5X:T-liJf 
L^:*«^>*^2:2i^Si»JtX$*^. fmi^iU ipm 

LT*>4>. »l»ltTJS£EjiJiL:t. ^SUC. X:?y 

-71^2 m 1 jrifli.. mm:xmxM^^v<^^^ 



SaSL. *lfe»*t£Bl.«Oga{k^ ( 4 5m g ) 

^t«2'c«fe*ut^b^^^-^Lfc♦ 

[0068] lliS0«4 

(IR. 5S. 6S)-2-r(2S. 4S)-2- 
[ (3S) -3- (2-:/T-yVT-fe^;P7$y) tT 
o 'J y>- 1 -^f\/ilA'if.-^'^ - 1 -^^;l/bo 'J y 
y_4_^;l^;;^1 -5_ r (IR) -1-tKo^y 

x^;H - 1 -;)<^yW- 1 -inVt^>- 2 -XA- 3 

[00691 
[<fcl4l 



^\ H H HpHa 




HCO^jr^NHa 



[00701 (1) (IR. 5S, 6S)-2- i 
[ (2S. 4S) -2- [ (3S) -3- (2-:J^r- 

/i^] -i-yf-;i^trD»;>'>-4->f;Pf-3r] -6- 
[ ( 1 R) - 1 - t Ho^s^xf-/!^] - 1 1 
-;<r;l/y^y-2-xA-3-;<r;l/!K>»- l/2x^' 
y-;K680mg) (35ml ) (cjgWL, y> 

^fUcomx^ft^k. latstTisfetgSK^fiiiB^^ (2 

94mg) i^^/^:. 

[0071111^ 235-25(rc (:»•«?) . 

[00 7 21 a^USWlU'^^'WI/ (KBr) »/»xcr»: 
3327. 3177. 3068. 2970. 2904. 2880. 2820. 1751. 16 
81, 1654, 1629. 1594, 1572, 1536. 1481. 1440. 142 
3. 1382, 1336. 1314. 1286. 1264. 

6gS§y^X'<^ (400 mz. D20) dve*\ 1.20 e 

H, dd, J=7.2. 2.2 Hz), 1.30 (3H, d, J=6.4 Hz). 1.5 
7-1.72 (IH. ■). 1.93-2.13 (IH. ■). 2.15-2.35 (IH, SJ50 



^m), 2.27, 2.29 (3H, sX2). 2.68-2.88 (2H, b), 3.09 
(IH, d, J=10.5 Hz). 3.29-3.73 (6H. ■). 3.75-3.93 
(2H. ■). 4.01 (2H. s). 4.1&-4.31 (2H. ■). 4.37-4.4 
9 (IH. ■). 

imm< (C23H35N708Si: u-cn^) 

mSfirC. 51.381: H. 6.56Z: N. 18.24Z: S. 5.96Z. 

HaifirC. 51.14Z: H. 6.851: N. 18.26Z; S, 6.043:. 

WF.y^mmn9~y «cok am. k^^x =i.54t 
:^Sr03tc^. m.yjmw^9-yvyttxmi 

( c p s ) #fi[T-S^L. fitttiti 
llIJrftS2 (9<o«^-r. ^rii. BBEDBdiist 2d s 
in<9 = nAfci>V^Tn = li:LTS[aJ-rS::i:35f<T# 

( 2 ) HiSfi^ 3 fc n Y.x^-}Vamkts:W,m^\.K 
^t^iitd&im (*!)1 m 1) fc^tSM4- ( 1 ) X^t> 

E<k^(2 0mg) 
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lOO731IQI0i5 

(IR. 5S. 6S) -2- r(2S. 4S>-2- 

r (3S) -3- (2-:/r-yVr-fe:^;pr$y) If 

y-4->f;l^:»1 -6- r ( IR) -l-hKo=»y * 
HO 



(10) ^2002-161034 

1 8 

♦ ;Px^;k1 - 1 -jij-H- 1 -AfW^^y- 2 -XM- 
3 -*)U7f.>m • 1 /4X» ■ 3/2:<c«l!Bl 
[0074] 

[fl:i5] 




iy4C2»%OH-3/2H20 



[0075] (IR, 5S. 6S) -6- [ (IR) -1-bHo 
:^f>-xf-;l'] -!-;>< f-;l-2- [ (2S, 4S ) -l-jt^)l^2- 

[ (3S) -3- [2- [3- (4--hO'<.>'>?;U3r=^f>'*;l'5K 
-;P) ^T-VJ^ r-fe^/PT$y] toUi^'>-l- 

>'-2-XA-;<f;l/;K>^K 4-- h O'^y v'VWXX-f^l/ ( 2 

2 0g) Oxh^tKo^^y (2 20 0in 1 ) 
(22 00ml ) J§jKfc:7. 3%f^=7'J :x.^Jx-^ 
(53. 1%**^) (22 0g) $-lini.3 0X:t1fiffL 
=5r*«^.*«^2l^lSI«iR$-e:yt. ftWSES-rXJU. 
ifiRx^;p-ca?tLJta. ^yyi'y^-fyl^rJ'-T'rja 
tT*>'i.»6 0 0in 1 t-CiS^LJt, SSlstx^y- 
yn 8 0 Om I 5rJD;e.. JSa*TlgS^»fajL/t:a, 
-n»MLfc. *fajLytfeBiSr;PR. X:J'y-;l^:*= 

3 : 1. x^'y-;Kr)>«-ca#. lagL. i!lfe*ga<OgiB 
fli^ (4 0. Og) «r#^. 

[0076JitSi 226-245C (4^») 
W^WS^^:^ h;KKBr) viiax cii-i : 3409. 3345. 3 
275, 3185, 2967. 2884. 1761. 1674, 1644, 1586, 155 
1. 1452, 1415. 1380, 1369. 1340. 1282. 1254. 
WSSS^^'^-^ hyK400MHz. D2O) Sv^m : 1.17-1.21 
(4.7H, ■), 1.30 (3H. d, J=6.4 Hz), 1.57-1.70 (IH, 
■). 1.95-2.08 (IH. ■). 2.18-2.31 (IH, ■),2.27, 2.S 



5S29. (3H. sX2), 2.70-2.87 (2H, ■), 3.08 (IH. d, J= 
10.8 Hz). 3.31-3.72 (7H. a). 3.76-3.92 (2H. ■). 4. 
00 (2H, S). 4.18-4.28 (2H n). 4.39-4.48 (IH.b). 
TiMWSi (CJ3H36N706S- l/4C2H60.3/2H20i: \^XVc%) 
imfi:C, 48.993:: H, 6.9K; N. 17.02:; S, 5.56X. 
HfflS: C. 48.35!:: H. 6.47X: N. 17.23X: S. 5.671. 
20 WfXemW^^-V: »OKa«(»^A=1.54Jr 

:^i&a4tc«^. WF.'mimn^-x^ftxmi. 
wsms.^ii^>Y/ii^ (CPS) me-c^L, wm. 

IllJnftS2 (9£0fiT'*-r. ^rtJ, WidJi:* 2d s 
in<9 = nAt;:tJV>-Cn=li:L-C3itai-rSC:i:ii>»*-C§ 

[00771##W1 

(IR. 5S. 6S) -2- r (2S. 4S) -2- 

r (3S) -3- \1- \1. 3-b'X (4--hO^ 
30 yyA^:tdf-y;»;P;K-;l/) t/T-yyl r-fe^;PT$ 
y 1 l^o'J yy- 1 ->f ;W;?&;l/;K-;l^1 - 1 
o'Jy>-4— -6- r ( IR) -1-bH 
u^^/:t.&)V^ - 1 -^^y(/- 1 -;i&;l^>>-v^y-2-x 
A-3-;»/P;KyB 4-~ho-^V>^;^x;^^;t/ 

[0078] 

[fl:i6] 




CCJr^N^NM-PNZ 
H 



[0079] (2S, 4S) — 4-r-fe^;i^jj— 2- 
[ (3S) -3- [2- [2. 3-b'X (4--hP'<. 



★ (86ml )ig?fttCbK5y>-»8(65 2mg) 
Jn;tgaT'4l$ltl^tyt. KlSS^tdR, 5 
R. 6S) -6- [ ( IR) -l-tKo^i^xf-yH 

- 1 -;)<^;W-2-y7x-/l';^X;^y;l/:t='ri^- 1 - 



oy>'X4. 3g)<0N. N-i/.X^;W;f.;l'Ar5F*50 ;«ryW<'<y-2-xA-3-;i^y|/il?yK 4--ho'<. 



(11) !^2002-161034 
19 20 
yyfj\^JiXT)l' {3. 53g) kN. N-i^MVrot h)l (mm, CDCU) Sppi : 1.17 

;I.X^;I^TS>' (1. 34ml ) ^talSOX^X'SB -1.40 (6H. ■). 1.64-2.40 (4H. ■). 2.33 (3H. s). 2. 

laR^tJt. RjtiM-^i:i%msAimi-ho^Aym 47-2.80 (2h, ■). 3.00-3.38 oh, ■), 3.46-3.83 (sh, 

?S(Clni;t. »faiL;tteB^B$:niX, *afcL^. #^>^l.^» .). 3.93-4.60 (5H. ■). 5.12-5.54 (6H. ■). 7.21 (1 

rb7t KD^^y : B^xf-;P=3 : Hzmm H, d, J=6.5 Hz). 7.46-7.70 (6H. ■). 8.10-8.28 (6H. 

u mam^i-h^J^yj^^^mi. iawftfi*-c ■). 8.80-9.10 m, br). n.eo (iH.br). 

3t. S®BS?:vU*y/P*7A^'n'7h^<77-<- (1 (IR. 5S. 6S) -6- r ( IR) -1-hHo^r 
0%^ ^/-;^/»Kxf•y^. m^-^X20%yt yX^;H -l-^^;k-2- T (2S. 4S) -2- 
SHI|x^;k) T-tSS. Sfc. Th7bKo77^tcS)» 10 T (3S) -3- \2- \3.- { A--Yxi^Vl>)ViS 

L. »Mxf-yP : X— f/l.= 1 : 1 fcTlfit^S i: 4ry;»;l/;K-yl-) ^T-yV1 T-b^;P7$yl bfoU 

tCiO, ^t^*<0gafl:-&!8)(4. 0 2g) iSr# yV- 1 - A )VinVi&-)\^^ - 1 -^^/H::o'Jy>- 

fc. 4->f;t^3i-1 -l-yr;WAA^y-2-xA-3-:ft;l/ 

[0080] *i1-Ml9ilRX'^^' (KBr) »/mx c« df>-i8 4 --ho-^ys^yPxxT^;!^ 

-1 :3336. 1772. 1741. 1688. 1643, 1610, 1522. 144 [0 0811 
7. 1378. 1347. * [ftlTj 




[00821 (1) (2S. 4S)— 4-T-fcf-;Wf- ^ 
3r-l-^f-;P-2- [ (3S) -3- [2- [3- 

(4--ho'<.>'i^;k:t^i^Xr;i/,-ji-;P) ^^T-i^V] 
r-bf-;PTS y ] tro u v':^- 1 )Vi!))Vif.~i\^'\ t 30 
oUi^*y(l. 5g) co^^y-;K3 0mi ) SFJatc; 
28%^hU'>A^^7-h (0. 5 

m 1 ) Sr^atllDx li^^if Lfc. RJEgi, 
1 Nt&IS ( 2 . 7 3ml) S^Ali.8EE)ifit^. Sliilil 

C18PREP (^Xr7'fx;^^'S) ] r-th 

i>«TaEii«L^. mmi. Si?xf-;i.->fyro 
t^l-x-x^WtTS*^. rffiUT»*c7) (2S. 4 
S) — 4-^;i/*rh-i-.>tf-yk-2- [ (3S) - 40 
3- [2- [3- (4-xho'<yy;l/:t='f>'*;l'#x 

;p) ^r-j^V] r*f-;i'T5y] t^oyi^'v-i-^f 

;|^/r>PJli-yH tQUyy (80 6mg) i&^Jt. 

[00831 WMSSm:^^^ Yf^ (KBr) vnx ci 
-» :3391, 3307, 3112. 3078. 2949. 2877, 2786. 173 
2, 1639, 1548. 1522, 1448, 1380, 1347. 1291. 1211. 

1154. 1109. 

WSSl^mX'^,'? V}V (400 mz. a)Cl3) ^ppb : 1.64 

-2.15 (3H, ■). 2.20-2.86 O. ■), 2.93-3.93 (9H, 

■). 4.16-4.35 (IH. ■). 5.12 (2H. s). 6.70^.90 (1 SS50 



;H. br). 7.00-7.85 (IH. br). 7.59 (21, d. J=«.5 H 
z), 8.23 (2H, d, J=8.5Hz), 8.18-8.40 (IH, br). 

(2) ##<5|2-(l)<Dfb^(500mg)<^ 
N. N->?;)tf-;W;h;PAT5 H ( 5m 1 ) »?Rt:. ^ 
TN, N-i'''fyrae;l'Xf-;Wr5y (0. 17m 

DkdR. 5R, 6S) -6- [ (IR) -1-t 
Ho^vXf-;!^] - 1 2 -i^'^x-Zk^X* 

VfVTt^z^- 1 -;>5rrt^i'^'^V- 2 -XA- 3 -;i5rA'd?y 
^ 4-=.h aKy=J/VX.Xy-)\^ ( 5 8 5 m g ) 5:lni 

X.. ox:T-«Ri5Ufc. Sjmj^. RiBS^fc:, 
iH8x^;|/f:-rh9t Ko79yi&lnt. 1 0%AJa* 

h^^77-f- [3Xti^-;P7 5C18PREP (-^;«& 

7>fT;^^') ] tcftt. r-feh-hy;w-*TigaiL 

SISIijJi. ^yrot;Px-x;P{cT»3|c^. ^LT 

mm^<^miit-^ ( 5 2 4 m g ) «r#fc. 

[0 084ll!I^^RJRX'^^ Wl^ (KBr) t/nax en 
-» :3384. 3113. 3080. 2970. 2875, 2789, 1T70. 164 
3. 1609, 1522, 1450. 1379. 1346. 1322. 1287. 1209. 

1181, 1136, 1109. 

WBtSS^X^^ h;P (400 HHz. CDCU) Sppa : 1.08 
-2.22 (6H, ■), 1.75-2.26 (6H. n), 2.44-2.76 (2H, 
■). 2.89-3.00 (IH. ■). 3.03-3.15 (IH. n). 3.18-3.6 



21 

5 (6H. ■), 3.68-3.90 (3H. ■). 3.93-4.06 (IH, ■). 
4.13-4.35 (2H. ■). 5.05-5.15 (2H, ■). 5.30. 5.45 
(each IH, d. J=14.1), 7.58 (2H. dd. J=8.8, 2.7 H 
z), 7.74 (2H. d. J=8.7 Hz), 8.18-8.33 (4H. ■). 

(IR. 5S. 6S> -6- r (IR) -l-bHo# 
yx^;H -l-^^;P-2- r (2S. 4S) -2- * 



(12) !H^2002-1 61034 

22 

* r (3S) -3- [2- [3- (4:--haK>'>')Vit 

y y- 1 - -f yl/;»;P;K-;^] - 1 - jt^/Peo D y>- 
4— f;l^:t] -l-;&;>/^/NXy-2-xA-3-;»y^ 
dfyjfe 4--KQ^>i;;Px;:^y;i/ 
[00851 
[^181 




H 



[00861 (2S, 4S) — 4-T•fef-;H-:+-l- 
^f•;^-2- [ (3S) -3- [2- [3- (4--h 
o'<.yi;»yl/'3i-#j^;)&^;K::yp) VT-l^Jl T^^n^T 20 
*y] tfoU>'y-i->f;i';i!r;P;}f-;H traUv'y 

(500mg) <r)X.j^J~A' (5ml ) ^{c;4NS-ffc 
*^/iffl5Xf-;P ( 2 . 7 m 1 ) $-Jn;t 5 0X:T3^ 

iTJt»*?rN. N-v^^/l'^yPATS H ( 1 Om 1 ) 

(0. 6 3ml ) i: (IR, 5R. 6S) -6- [ (1 
R) -l-tHo^j/Xf-yk] -l-^f-;k-2->^7 

x-;i/*x*y 1 -Hfl/f^y- 2 -x/.- 30 

3 -iDVif-yfS. \3^y'J)VX.X7-)V (541 

mg) Srlin;t-«^L^. RiJJtSfTft. 



7A^DV - ( 3 0%;^i'y-;k/»Kxf- 
KV^-C5 0%.ji^'y-4^/»l8x^;|.) fcftL. « 

IBfl:^ (44 6mg) ^%ft. ^c7)t.<^{i. I^jm® 

2- (2) T#*>*iytfl:^fc:-S:t:t. 
[00871 ##M4 

(IR. 5S. 6S) -6- r ( IR) -l-bHn^r 
yX^;M -l-.X^;t^-2- r (2S. 4S) -2- 
r (3S) -3- [2- [3- (4--hO^>y;l^^ 

y>- 1 ->f - 1 -;<^;Ut:p U y>- 
4-^^]^yt■^ -l-yi)W^y-2-XJ^-3-ibA' 
;Kyia 4--bp-^ya/ywxx-ryp 

[00881 
[^191 




M 



[00891 (2S. 4S) -A-T-^i-fl^yf-l- 

3t^)V-2- [ (3S) -3- [2- [3- (4-:^h 

sy] h:aD>'>-i->f;kXr;p.-if— ;H tro'js;:/ 

(1. OOg) <0^^y-;K20ml ) »«t:0'CT 

:^^y•>i^^^5-H (98. 3mg) iitatrnm. 



* (0. Aem\)intwmmLt:,mutn. n 

-i^-yf-;W3j-vyl/ATS H ( 1 Om 1 ) |gafcigS?L. * 
?ST(1R, 5R. 6S) -6- [ (IR) -1-hK 
p^i^x^;!'] - 1 -jt^)V- 2-i^y X— D 
;l':r^>'- 1 -;ir;l'/'C'^>'- 2 -xa- 3 
4--ho^yi;;l/XX-f;K 1. 08g)i:N, N 
I -i/A yrntryPX^/UTSy ( 0. 3 2m 1 ) <?5N. 



(13) ^2002-161034 

23 24 

N->''^f-;l^*;kAT5 K ( 1 Om 1 ) ^KjDi.. 0 * , A1/6 OX:. i^VAirJl^i^^-^-tpiz 

a. laiL/:;. #ic.iix:ffi»*i&. i^vify/u:^^j^if [0091] it^nim^m (%) immRi^i^o-^h 

0- ^hyyy^- (>:J'y-;P:Bfi6x^;l,= l : 3. ^=7V (HPLC) ^^^Xm^X^ft'^L^Wim- 
WlWCji^y-iU : Mex^;P= 1 : 2 ) fcftL. fge mif^^^t:. 

it^(975me) S:^^. CK^tcOtt, ^J^igJR [ 0 0 9 2 1 : >ft^tatjaEl8^gL-C61imi ODS 

>^'<^' h;paVgiia^*H|;^'<^ hypfc:fcl^T##fiH|2 (4.6 m4> X150 m) 

- ( 2 ) ■C#^>il>t^k^fc^Lfc. imiVS : 20 iN KHjPOi (pH 7.0) : CHsCN = % : 4 

[0090] (wikmi)s^mm lo m. ri.oriv-in 

^mcoijmx'^Ltim&mi.mtikm2.m.m4 :uv3oon. 

1- 0 71277#taa$tlTV^S^ra'C#<?>*lS*ll [00931 

4 ox:, fflJ*SS7 5%Ti^i--:J'-*T'<03c«tt ( 1 ) 



[0095] 



[0096] 



-(b^cost?* (%) 

20B 56B 





98. 


5 


92. 


9 


iiii5ea)2Tii4,n^efi 


95. 


8 


87. 


3 




99. 


4 


94. 


3 




30. 


2 


0. 


3 



[0094] ^ ^[^2] 

601C, i^oiiy)UTi^'y-^~'i*x<D^^& ( i ) 



^-^wnmm (%) 

21B 56B 





98. 


5 


96 


4 


ll*t0i2T#f.n;tJSfa 


100. 


1 


96 


8 


Slte0i4-C1§4.iut*£fB 


100. 


4 


100. 


9 


iiiA}»a3t€ (insma) 


74. 


1 


56. 


5 







* [^3] 


4 or, ffi«SS7 5%Ti^i^ 




■*T<^^tt(2) 






•(k^^iOS*^ (%) 




7B 


28B 56B 




98. 


9 94.6 83.2 




it 


[^4] 


6 ox:, i^U;>y4a^5^^-^' 


-f'C<03E«tt(2) 



-ft:^ -fb^wSff* (%) 

7B 28B 56B 



mmSX-^t^tUd&S^ 98.3 97.0 97.6 



25 



(14) 



!Kil2002-l 61034 
26 



mi&X/mm^. ( I ) ffMi^^ (SEtg 

2 0B1^«i3 0.2%. 5 6BSfc:«0.3%<0^»fc: 

[0097] *22itm4<0S«. -fk^ ( I ) C0*IS 

j^* ti. 6 ox:. siagtt®-ci3c^tt 

3WS<. 21B«t:a74.1%. 56BeHc«56.5 
fiSiStt (MIC. xig/.l) 



10 



' [00981 zti(><Di^kii*h. ^mmiUimm 
[0099] {mm2) m&mssc^mc^mk 

miS±m& : M I C jii/m 1 ) ^:t^=fm^iZ 

i-^Ta^tfc. is«*a5ft:*-r. 

[0100] 
[^5] 



1 


mmi 


mm2 


mm4 


mim5 


staphylococcus aureus 209P 


^0.01 


go. 01 


go. 01 


go. 01 


S. aureus 535 (MRSA) 


1.5 


1.5 


1.5 


1.5 


Escherichia coli NIHJ 


^0.01 


go. 01 


go. 01 


go. 01 


E. coli 609 


0.02 


go. 01 


0.02 


go.oi 


Klebsiella pneuaoniae 806 


go. 01 


go. 01 


go. 01 


go. 01 


K. pneuBoniae 846 


go.oi 


go. 01 


go. 01 


go. 01 


Enterobacter cloacae 963 


0.05 


0.05 


0.05 


0.05 


Serratia aarcescens 1184 


go. 01 


go. 01 


go. 01 


go. 01 


PseudoBonas aeruginosa 1001 


0.2 


0.2 


0.2 


0.39 



(wmi)mtm 

mm 1 <^^0*Sb^b 2 5 0 m g iSriiaWK^NM -t-ZP 

7!i^ >m<omjmmm:ifi^9sm^mm^m&-t& 30 

[0110114. (IR. 5S. 6S) -2- [ (2 

S, 4S) -2- [ (3S) -3- JT 

■t^/i'T 5 y ) eu y i/y- 1 ->f ti^/nu^^-ju} - 1 

-j(i-tl'\iWJif>-4-^ iH-:^'\ -6- [ ( 1 R) 
- 1 - h Yo^i^x.^/U'i - 1 1 
>'-2-XA-3-;i!ryl/;KyR- l/2MeS- 1/2 

xmimiifmt:^'yyh/i^ ( c p s > m&x^u 

[021 H2J4. ( IR. 5S. 6S) -2- [ (2 

s, 4S)-2-[(3S)-3- K2-irr-vjr 
-fef-zi^r 5 y ) to y -jy- 1 -^fVitfUTit-jul - 1 

-3i^iVMX3^}i/y-A-^ M-^^ -6- [ (IR) 
- 1 - h Ho^vx^/H - 1 1 -i))Vf<^^ 

y-2-x.M.-3-:^fVif^y^- \/2:t.9J-)V (1^50 



«-0) ^.afcOk^T. l8<0KaS (»SA=1.54jJ-y 

xhh. m^^iSimifi^^^-ycrftixmimmm 

m^yh/f^ (CPS) flmttEHfrftS 
2<9<Ofi-C^. 

[03] 03J4. (IR, 5S, 6S)-2-[(2 
S, 4S) -2- [ (3S) -3- (2-^'r-i^Vr 
-fcf-;l/rsy) eDyv'y-l->f/P;{r;l';K-;l'] -1 

-;><f-;Hfo»J>''>'-4->f;kf-:t] -6- [ (IR) 
- 1 - t HD^i^X^7l/] - 1 1 -}(fjW^^ 

>-2-xA-3-*;l^;K>'» ( I ) (cov^T. fS^K 

aU (m:X=\.5\:iy^xvn-j^) <mMX%t:,ti 

hm^sm^xumw^-^-yxht. ^. m.^mm 
iS\n9-yeotixm\mm&iit'^yv/^ ( c p 
s ) mxmh. wmmism&20<mx7fct, 

[04104J4. (IR, 5S. 6S)-2-[(2 
S, 4S) -2- [ (3S) -3- {2-yT-i^Jr 
-fef-zPTSy) tfal»>fy-l->fn^;<r;l/#-;l'] -1 
-;>tf-;wenU>''y-4-'f;l/f-3r] -6- [ (IR) 
- 1 -h HDdf S/X^;P] - 1 1 -ii)V)^^ 

y-2-xA-3-;*;p.-KyiJ- l/4x^'y-;|/- 3 
/2;|^ ( I -O) c^fitoV^T. »^Ka« (« 
fiA=1.543ry^'XhD-A) OBg«T#4>iiSI&*X 



(17) 



!NfS2002-161034 



m3] 



T T-- 1 r-: ^ 




J ....i. I 




(18) 



!^2002-161034 



n 1 r-' 1 — = — I 1 1 ^ 



ca 



± 



(19) 



15^2002-16103 



(72)«Bgg ^iS m F^'-A(##) 40050 KA18 KB05 KB13 KB16 KC08 

n^)\\m^m^BiMlTBtmi^ H 4C086 AAOI CCOS GA12 GAM GA15 

Mli^^WH NAOl MA04 NA06 NAM ZB35 



